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(3H.ID), 3.40-3.72(4H,ffl). 3. 92(4H. t. J=7Hz). 
4. 20(2H. s). 7. I2(2H. dd. J-7Hz). 7.32(5H. s). 
7. 92(2H.dd. J»7Hz). 8. 64(lH. s) 

%mm 3 

5^ 6-S^tKD-8- { 4 -(4- 

7-f ;u) - I - tr^ y i^y > f-^u) - 6 - / 

2 - (4- > fc^^ ^ > -5-:r4=^ 

7 - y K C4. 3- d ) e y ^ > cas'&i&s 

I04)©»iS 

i«pMB861-50982^ClSeco:^^T'^fiK Lfc5. 6 
- b K D - 6 - / ^ ^^ - 2 - (4 - ^ 
5 ) - 5 - V- b-y K C4. 3-d) h* y 
5 y _ 8 - :j!7 ;U^<;l/x t K 2. 8 g ^ / 5^ y - ^1/ 

50a^. THF loosrfcSA^i^. *f5^^k=^'>*•^ h y 
2.og^iniit. 4orTio^>fffl«^ t/Xo 
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T site L/C o ^ij*y/u*5Ai^D-7K/ 

7 (SHSK: Tt h >/^ + 1f > = l/4) 

T^ttttKU. +ra(*:'C**5, 6-i^tKD-8 

i;iH;'<^ i^y ) -5-:t^7*tr'J K (4. 3- 
d ) tf 'J i ><Dll(|c 2.3g €-»/Co 

^(C J: t). § &Bf|: ^ UTO. S5g 

tS^fz (IR^ : 489tf> . 

■H-NHR J'^fYi^ (CDCIs^tt. ppo) 

1.60-l.96(4H,o), 2.28-2.70(7H.n), 2.68-3.22 
(6H. m), 3. 38-3.70(4H.o), 3. 72-4. 08(4H. t. J= 
4H2). 7. lO(2H.dd, J-7H2). 7.28(5H.s). 7.92(2H. 
dd.J=7Hz). 8.78(lH.s) 

6- C2- < 4 -(4- 74.*a'< v7-r - 
1 - e'^T xf-^t.) -2. 3- t Kd 



?Jia ¥4-54181 (15) 

-7->f-/t'-5H-^T*/o- C3. 2- a) 
e'J • - 5 V(ffc^«l#^ 200)(OSj| 
4 - (4- 7 ;^3^ tj-o •/-< ;u) - i - + i /i 

*a{k-^ h (3N) rr/u^'J^^L. 

4 -(4- 7;U3fD^>y^/i') -I-lf^^i^^ 

4 -(4-7n^:tD'<>-/-r -\-\f<y'J 
> I.Og (5.6^ 'J ^/t/) . 1$ M 88 58-1 8390^ 

m<^yi&tm^o:Bmx'^^Lf^ e -(2- :/o^r 

x^/U) -2, 3-i^t Ko-. 7 - - 5H- 

^r/a C3. 2- a) e 'j 1 > - 5 - * > I. 69 
g(6. I i ^71/) . 'J A 4.0(g)(29S ij 

Sl£tl7a(i4$Mra58-18390^f trattO^ttT 



(IK$ : 539tf) . 
*H-NHR X'C^^Jt (CDCl.^tt. PPn) 
2.20(3H.S>. 2.32-2.76(8H.ib). 3. 30-3. 72(6H. 
n), 4.34(2H, t. J-7H2), 7. 18-7. 60(4H. n) 

5 

6- C2- { 4 - (4- 7 n^:i" oO 7>r VU) " 

i-e^»;i;xA/j xf-n.) -2. 3->^bKD 

-7-yh + 5/-5H-f-T7o- C8,2, a] 

tf i; ^ - 5 - :r Xfk^tt*^ 208)o»it 

hKD7^> L58g(l0i y 2-Tiy- 
4. 5- -:^t Ko-f-T-Z-A. 1.53g(15= 0 ^4.). 
t -7 h^>* '^7/^ l.l2g (10^ »J %/U)^DMF 
15«^C»;!M.. 100-CT- 2 i^fflSlc:^1*:/io SC& 
ttOiBK-tSfii-CTif a-^ffcyf-^u 1.5 

SIC«**30»I*'^&¥. 5r oo*;UA20«^T 3 



L/Co 'J * y /l'^ V A D -7 h r 5 7 

- (SM»«fll : ftttx^;u/y ^ y -^t. = 5/l> 
T^tt«KO, «!>!B!(*:6 - t Ka:|'-/xf-;U-2. 
3-i^tKD-7-> h + ^- SH-f^T'/a- 
C3.2, a ) tf »j 1 > - 5 - > 0. 17g^?#/co 
C©.J:5CLrf§'=>n/::1»IBH4^ 0. 29g (1.27^ 
•J * ) ck h 'J X f- ;i/ T * V 0. 26g (2. 54 i 

w(Oie»«*'cy ^>x;i/*x;u^o^-r K0.29 

g (1.9Uyt^U) <E)<gffc>^f'U>»ffi2ijrf^lO 
5>fflri«TL, I^ISIIf#L/;o SK^^a^T 
^gL. 1 ^[8!«ff L/cSe. 5«ie»i&ttl0«r 

A5^0'7hr77^- (SM»I» : i^ilxf^n.) 
-;Uif-;U-2. 3-i^fcKo-7-j«h4=->'- 
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5H-^T/o- C3.2. a) 'J I > - 5 - ;f 
> 0.23g (©m : 5996) €:»/^o 

CO + HW 0.23g (0.75i U , 4 -(4- 

0.29g(l.0i U ^J^) . OtmtJ 0.28g 
(2.0i 'J ^/l') ^DMF 4 B^«l». 80r. 4 ^fflSSS 

8696) o 

*H'NMR ;i'«n/V (COCli PPo) 
1.78-2. 00(4H.id). 2. 08-2. 36(2H.ii), 2.40- 
2. 80(4H.o)* 2.88-3.26(3H,d), 3. 44(2H. t. J=7Hz). 
3.88(3H.s). 4, 44(2H. t. J=7Hz). 7.12 (2H. dd. J« 
7Hz). 7.98(2H.dd. J=7Hz) 



JSia ¥4-54181 (IB) 

6 - (2 - (4-(4-7yU:to'<>-tf>) f-^r 

-2. 3-*:^tKD-7-/f^/U-5H-f-T/ 
a - C3»2. a ) 'J i >^ > - 5 - ^ > ({t#tt 
#^ 210)©^^ 

3 4 _ ^ ^ a D - 2 - 3^ 4^ V - y ^ > 2. 82g 
(20 ^ 'J * /U) ®x ^ J ~ ;W^^25iB^^7ic?^TT' 
?#^L/i/r<«^. h ij xf^;UT i > 2. 13gOxi^ y 

4-tKo4^i/-2-"y^W*^h'-6-yf^^l'- 
5 - t «i i yxi^ y 3.72g (20 i U *iU) . 

5.53g (40 S 'J *^) 
TTlO^fSSlo^-fr. migiT»aU. $<»(C10 

TTfi»U^^o f*^>nfcttatt<Z>i*» 4.97gCft 
Sxf'^i^/x^ y -;i/ = 4/l ©sOn^^tt^'ttix.T 

^^fi^fto fc^ C 6. 2.8lgOS(t^i#^nf::o 



3.30g (IR*6596) O^f^i^^ 3 - T -Ir - 6 

- ( t Ko + i/xf-yU) -2. 3- 2^ t Ko - 7 - 
y 5 H- f^T-/o - C3.2.a) tf y i > 

- 5 >*<»^»n/lo 

::©«t»|BI* 2.54g (10 5 U ^iU) *> J:tf h U X 
f-it/T = > i.37g (12 5 »i ^-^v) . y ^ > 
jnn.^; K 1.37g (12 i U ^/U) ^ffl^^> ^ 

»«9 5 t^»^i:»^^"C'«'K(«^3 -T-trf-zu - 6 - 
y ^ >^;U;t!x;Uxf^;l.-2. 3--:^tKn-7- 
y ;U - 5 H - f- T */ D - (3, 2. a ) ^) I 'J 
> - 5 - * V 2.95g (IR*9696) ^ff 

C<D«f»K(|: 0.50g(1.6i *;b) . 4- {(4- 
7;t.;rD^>-tf V) f-;r) - I - tT'^U >0.44 

g(2. u u *;u) , 'J A(4.3 5 ^/i') 

^DMP Sw^'f'CSA^b. 5 tl^^CSJE. 

%)&3. SS^tt^O.lOg (IR$ : U9() €rl^f:o 
'H-NMR X'^n* (CDC!. Stt. ppi) 
L70-2.12(4H, ii). 2.12(6H.s). 2. 48-2. 90(5H, 
m). 2.90-3.30(4H.d). 3. 42(IH. dd» J=5Hz). 3.70 
(IH»UJ-7Hz). 5.38(lH»dd. J«5Hz), 7.14 (2H, t. 



J=7Hz). 7.92(2H.dd. J=7Hz) 
%m&i 7 

6- C2- < 4 -(4- 7;U;rD'<>-t?>) ^ :t 
- I - tr^ -^x;!.} xf-yU) -2, 3- h K 
D - 5 H-^T'/o (3.2. a) tf 'J 5 > - 5 

({fc-^^S^ 212)®Kit 
T-T^^^a^^^h^Sg C58i»J*;V). ^Wt 
xf-zt. 4.3g (58i »; ^-/U) ©^Sifti^xf-yl/X- 
T^/U^tt I OOsrf^eOJtf^^ffc-f h U 'tr A 2.44g(6l 
5 ';t;i/) *z>tt«-:^xf-/Ux--r;H8ffitti|>«c, 
Sfi. l^ffiIT»TL, 3J ^>C30»lfflai»Lfco 

x-x;U30«^-Cft^ t V ^) ^ l^f^'^ 4.72g 
(|R»5796) 

C^D'^ h »; 2. 0g(14. 2 5 ^zl') . t- 
0.78g(7.05 U *;U) €:X^ y 
-;t.20jirf+ce«$-^, 1.18g (15.55 

O^ZW) *Si&TlD^30»lffl«»Lfco 
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= •:;>x^ y - A. o.75g (iR*3i9tf) *»/iio 

^#Lffc7K35^ar:ro Affcr 6 c tfr J: 0 6 -(2- 
ya^xf-A.) -2. 3--:^b Kd- 5 H-f^T 7 
D- (3.2, a) trU I -3^Vftft;7K*» 
ifi^ 1.42g (iD[^42») ^fto 

6 -(2-:/D^xf'/l.) -2, S- i^kKo 
-5H-f-T/o- C3.2. a) tfMi2^>-5- 
^ >#tffc;|c5!^»ffi 0.50gC!.5$ U ^Jl) . (A- 
y A.^aKi/'^y) ^ - \ - ^) y 0.3Ig 
(1.5$ »J * ;t/). B^itiJn 0. 10g(5.8i U ^/U). 

»; A o.40g (2. 9 ^ u f^^u-r 

J^n^A,^ y >5O«£+irll0;l. lltlA4 

a&SLfcSfe, 0.5g (iR^879tf) 



?.?I!fl¥ 4-54181 (17) 
■H-NUR X'^Uh (CDCl3^^. ppo) 
l.60-'2.20(4H.ii). 2.60(4H.s). 2. 80-3. 24(5H. 
n). 3. 48(2H. t. J»7Hz). 4. 48(2H. t. J=7Hz). 7.00 
(2H,dd. J=7Hr). 7. 40(2H. dd. J=7Hz). 7.64(lH.s) 

3- (2- {4 -(4- ^vuVo^vy-fyu) - 
l-e^U>>x/Uj xf^;l/) - 6- y^/U-2, 
3- i^b Kd ~ 5 H-f^T /a (3.2. a) tT »; 
\'Jy-^-ty (ffc'&^#^ 206)CDSifi 
3. 4-i?yo*-ri' >- I 

» ^fiSESJttMECDff «ET-CKI& 6 C t J:. 0 ^ 

jacLfcl-r"th^i/-3. 

7.25g (25iy*/U), 4 - t Kd4^>- 2 - / 

/^*:^h-6->j«^/i/-5-e'; $-:^>3. 5ig 

(25^ 'J ^;U) . 'J A 3. 12g (23 i U * 

4/) «:DMF 31a^^T60-C. 7I^IIB«^U^o St6 
II7%DMF ^S^t. 7lc30»l«AliL^». mfSi^ 
1 ttr^ojDilT pH7 tU/co 
»enfc*»iK^50f»rfOHE||xf-;UT2EIttm 



= 1/1 -ftftxf^yl.) -C^ttttfiL. 'I'rafrS- 

(2-T-b h4^ ->xf^/l/) - 6 - ;f f^71.-2. 3- 
t K D - 5 H - ^ T -/a (3. 2. a ) e U i > - 
^-ity 3.63g («0l*54«) ^»fCo 
^en^'t'lSlil: 0.1gtt9«S<D489tfA<b7|c% 

Axf-A.) -6-;«f-n.-Z. 3-i^tKo-5H 
-^T'/a (3.2. a) tT 5 - 5^ > 

ttUfc (iR«0.78g. iR¥739tf> o 

3 - (2- y D AX^;U) - 6-/f.;i,-2. 3- 
t K D - 5 H - ^ r •/ a (3. 2. a ) e 'J ^ > 
- 5 - :r> 0.78gC2.8^ »J , 4 -(4- 

:*-D'<> /^/!/) - 1 - e'<tj 0.66g(2.3i 
»J *n.) . flSft* U »>A l.59g (lK6i U ^n.) . 



SE£:*^7ieii7jc508i^^'j!lD;L. ^ a a ill^S^m^ 

(SM»« : ilEttxf-n./y -;i. = 20^ 
/3) ■C53^». BW«^0.05g(iR^6 9tf) 

•H-NMR X'^n* (CDCl.Sft. ppm) - 
J.40-2. 16(8H.o). 2.20(3H.s). 2.48 (2H. t. J= 
7Hz). 2. 66-3. l4(3H.ni). 3. 28(1H. d. J»l0Hz), 
3.66(lH.dd. J^lOHz), 5. I0(lH/q. J'^7Hz). 5.96 
(IH. s). 7.00(2H.dd.i=7H2). 7. 40(2H. dd. J«7Hz> 
%MW 9 

3- (2- { 4 - (4- 7;U;fD^ > -/^ ;t/) - 
l-e^'Ji^xyU} xf^/l.) - 2- >f-;U-4 

-^>-3. 4. 5. 6. 7. 8-'^4^-tf t KD^^-^ 

'/U> (ffc^«»^ 3OO)0«ift 

T-t FT ^ 16.1g(170i ^ . 

t-:rh4^>*>i*:yA 38. i7g(340= »; ^n.) ^ 
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3NHCI "CattirLfca. ^oo:h;U/. SOOrrf* 
»x.TttffiUfc« 300«£® ^ o o 

2 - ;'^;U- 4 V~3. 4. 5. 6. 7, 8-^ + 
-tffc Ka+-^7'J 18.5g (JR$6696) »/io 
CCD + Bi* 25.0g(l52E U^/l') ti^J'f'^*'^ 
K 2008rf©»tt^ I -^oA- 2 
Z^-x^V 100g(697^ U^^) . 60W**n::^ 
h ij A 6. Ig(l53i »J ^n^) + 
TT30^IBJ-C»TU> 1 LfCo^fi^T' 



?§tSl¥4-54181 (18) 
: mm^f-^/ 9 J -;i. = 30/l) T^j-ttm 

;H - 2-yf->W- 4 -:^->"'^4^•t^b Ko + f 
•/tjVi& 7.5g (JR*229<) -C»fco 

C© + IB1» 1.0g(4.4i U ^/l') . 4 -(4- 7 

mi& 1.2g(4.4^ »; *>a^) . 'J '^^ I-22g 

(8. 8$ 'J . B^{ti3 '}'^ ^ 0. 15g. / ^/t' 

afflS-rSC t«CJ:*)B«<O<l:'&^€:0.65g (iR 

2P37.29tf) 

*H-NUS X<nJ» (CDCltilS^. PPni) 
1,50-2. 10(8H.id). 2. 10-2. 40(3H.m), 2.40-2.88 
(8H,ffl). 2. 90-3. 48(3H.ffl). 4. 14(2H. t. i=7Hz). 
T. 16(2H. dd. 4=7H2), 8. 00(2H, dd. J«7Hz) 
HM^IO 

3- C2- (4 -(4-7;U:ra'<>'/^^> " 

-:f>-3. 4- t Ko^:^ •/•i > ((t^^S 
^ 304)CDSit 



x^;t/T-th>ri7=- hfiata89ig (0.72^ U 

s U 0. ig (o.72i 'J *n.) ^ 
y :^y-n.lOirf»f ClB!;LSS-C30iJ'li*^U/:o - 

©«ttfc2-T2y»jcmsa o.ig (0.72"^ y 

^lIDiLSfir6^ra«#Ufca. 70-C-C7 

20/1) xi^mnnx.. ^^\^2- 

^;i'ffcRc;4 -(4- 7 4/^0 ^y/^rn^) -1- 

*H-NHR X'^^f/V (CDCU^tt. PPm) 
l.SO-2.00(4H,iX 2.08-2.44(2H,«). 2.72(3H.s), 
2. T2(2B» U J=7H2)» 2. 88-3. 36(3H. n). 4. 24(2H, t, 
J«7Hi). 7.12(2H.dd.J-7Hz). 7. 30-7. 78(4 H. d). 
7. 96(2H* dd. J=7fir), 8, 22(iB, d. J-7H2) 



J^T. l^aicUrfk^ttl 302, 306. 308. 309. 
310. 312 ^^«L/i«)"C» 3*{CX'<^ h;U7= 
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'H-NHR ;('(7^»(CDCi,-d.DUS0;ppa) 


J 


302 


I. 54-2. 12(8H. b). 2- 14-2. 42(3H. m), 

4. 16(2H. t. J>7Hz). 7. 16(2H. dd. J«7Ht>. 
7. 50(2fl. dd. J»7Ht) 


2 


306 


1.70-2, 30(6H, a). 2.68(3H. s), 
2 64(2H t J'7Hz) 2 tfl'^^ Ift^^H 
4. !8(2H. t. J=7H2). 7. 00(2H, dd. i=7Hz), 
7. 40(2H. dd. J=7Hz). 7. 40-7. 80(4H. oi). 
8. 22(lH.d. J-7H2) 


3 


308 


1 60'*'2 04(4H o) 2 74r3H s) 2 70-3 16 
(3H.B). 3.50<2H. s). 3. 72(2H. s). 3. 80- 
4. 40(6H. ■), 7. 14(2H. dd. J«7Hz), 7. 32(5 
H.s). 7.90(IH. s), 7.94(2H.dd. J*7Hz) 


4 


309 


1 A{\-*9 19(AU m\ 9 HtfiU 9 7A*.9 9A 

J. ^u-£. i£\in, m/, £. fOion* S^* iO*'o. tu 
(3H,o). 3.50(2H.s). 3. 74(2H. s). 3. 80- 
4. 40(6H. o). 7. 22(2H. dd. J-7Hz). 7. 32(5 
H,s). 7.38(2H.dd. J-7HZ). 7.90(IH. s). 


5 


310 


1. 60-2. 04(4H. b). 2. 10-2. 40(2H. ■). 2. 52 
-3 24(8H. 3 48(2H s) 4 00f2H t J = 
7Hz), 4. 22(IH. d. J-5Hz)» 7. 14(2H. dd. J' 
7Hz). 7.98(2H.dd. J«7Hz). 8.00(lH.s) 


6 


312 


1. 70-2. 04(4H, ■). 2. 08-2. 24(2H. o). 

2. 44-2. 64(2H. I, J=7Hz). 

2. 64-3. 36(9H, 3. 64(2H. t. J«7Hz). 
4.04(IH.s). 7. 12(2H.dd. J»7Hz), 
7. I6(4H.S). 7.98{2H,dd. J-7Hz) 



mmmii 

6 -(2-(4-(4- 7 A*D7 x-/Uf-;r) -1 



«l5a?-4-54181 (19) 

- »J>?y) xf^/t/) -2. 3-i^hKo-7 

- y f^A.- 5 H-f^T/n C3.2. a) ^ ii^ 
>-5-:i-> iit^Vsm 202)©»ift 

A - 9 ao - \ ' / ^JU}£^i) >>>ttai£ 3.4 
g (20iniDol>. 4 - :7;l'^o7x — ;u>;v*y^> 
2- 58gC20niaoI). iftS^'J'^A 6. 07g(44nnol )t> 
J:C;DHP 20m^CDS^«I^ lOO'CT 4 ^Kfll^ L 
lOOgJiftl;t 1 N-NaOHT pH ^ 12tc t S^. 

toy j,j=./\,^yt) - \ - / f'J\^\d^*) y^m 
LT3.58g»/c(b.p. I35-145t:/ 7 

BSHS) o 

4-(4-7;U;ro7xX4'f-:f) -l-yf^/l/ 
tr^'i i^V 3.54g(l5.8fflaol)i: h/I/X>30«rf<Dia 
^ttlC^ a o^^ftxf-n. 2.58g(23.8nifflOl)t h/U 
x> 3«£©S^»tt^S£rWTLfc^. 5M»IBI 
m^i&mi^t:^o aW7K50n^Ctni;iff^ax 
f^^PT2 0«lffiUyro W«Ji*te»^ffi*T*^ 



(CiO. I -X h4^>i5y4..-J5x4/- 4 -(4- 7/1. 

1 -X h 4-i/*;t.'-Kx;U- 4 - y JUTt a y 
xx/l.f^^) tr^U i^V 0.97g(3.4nMBol) *> J: Cf 
479tf HBr*t»tt 5iilCD£^«»^ ISOrT 3 l^ffl 
ttl^Lfro tt^^ft. ^tK 100gCft|;t I N-NaOHT 
pH^I2(Ctfr». ftaxf^n^r 2 @ttffiU/io 

11180!) 1 6-(2-rD:tx^ 
/U) -2, 3--:^t Ko - 7 - y - 5 H-f-T 
yo (3.2. a) tf »; = i^>- 5 -:|->ftft:*3JI» 
S l,lgC3. iMol) ^-iCf 4 -(4-7yU:ro7x 
x;Uf-:r) ^^fj y y 0. 66g(3.0iDniol) 
-ti:6 C t(C<t oT. 8051^1 O.S^g^ntz (iR^eO 



«) o 

'H-NUR X^^ni^ (CDCIi^K. ppo) 
1.53-2. 15(8H,o), 2.23(3H,s). 2. 32-2. 78(4H. 
ra),2. 83-3, 06(3H.o). 3. 41 (2H. t, J=9Hz), 4.42(2 
H. t.J = 9Hz). 6.98(2H. t. J«9Hz). 7.4K2H.dd. J= 
5, 9Hz) 

6 -(2-(3-(4- 7;U;^a7 xx;Uf-:f ) -8 
-Tif t" i/^^ a C3.2. 1 ) :r ^ ^ > - 8 - 
xf-;U) -2. 3- t Kd - 7 - y f-zl- 5 H 
-^T"/D C3. 2. a) tf'J£>>>-5-:f>( 

3-t KD4^->-8-;'^/U~8-Ttfb-i/^ 
P C3.2. 1 ) ^ 9 9 >\0gaimmo\'>^9 o ot^ji, 

KiO. 4«^(b ^ o o .1:;Ui.20afOfg^S^iK$ 1 ^fSi 
rmTLfZo $ ^CSST2^!fflfl|ff 10 
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Tlf t*S/^ a (3.2. I ) t9 9 y 4.0lg*»e.^ 

ni:Pafl!)3?&C J:-,-C, 3X-f'y:?'T-3 -(4- 
7;t.:!-D7x^/^^:i-> - 8 - T 1f t" o (3. 
2. 1 ) :f ^ ^ y^^tzo 

;P) -2. 3-i^k Ko- 7 - i'f'iW- 5 H-f^T 
•/o (3.2. a) = - 5 -:*'>ftft;**a 
a l.lg (3.loB0l)fcJ:Cf3-(4-7;l3rD7x 
- 8- T1ff>'^o (3.2, 1) ir ^ 9 
> 0.63g(2.7«nol) ^StS $ ^ * - ^ I- <t ^ ^ 
eW«5*K«ft5<-^^^ «^"^0.56g»/:: (»R^39 

•H-NMR (CDClfSiS. Ppo) 

1.5-2. l(8H.«). 2.27(3H.s). 2. 3-2. 7(4H. m). 
3.0-3.4(3H.b). 3. 43(2H. I. J-8Hx). 4. 44(2H. t, 
J=8H2). 6.99(2H. t. J=9Hz). 7. 42(2H. dd. J»5. 9 
Hz) 

gi as 0413 



'H-NWR X<n* (CDCli?S«r PPtB) 
1.7-2.l(4H.ii)* 2.34(IH.id). 2. 86-3. 23(6H. n). 
3.74(3H.s). 4.46(2H.t.J»9H2). 7.13(2H.t.J = 
9Hz). 7.70-8.05(5H.O), 8. 40(IH. dd. J=3. 6Hz) 

2 -(2-(4-(4- x^^.il'f-^) - I 

- e'<y i^y ) x^^^> - 4 - / 2 

404) 

11.84g (80iDmol)tX^ -'^aO 
K7*:^> 6.68g(88mool)ti^ >^ -^20«^a)fi'& 

-,T2 -(2- b Ko + '>xf^/l.) V97'^V 10. 

59g^»/::D 

2 -(2- t Ko4^5/xf-;U) y^7 i^K 10.59 
g(5l.4mBOl). 7.83g(57Bfflol). 
DMP nid^X^'J ^'f- 8.08g(64ttBol)<DS 



Wnnf 4-54181 (20) 

4 -(2-(4-(4-7/U^D'<>'/^^> - 1 - 

e^.ji^y) xh + i/) -2-y^'i'-i. 2- 

400) 

2 - ;r ^ 7 K 0. 88g (5oinol)> 2-3^ 

a^9ouy.9y 6,9g(48fflfflol). ^S^'J'^^ 
0. 76g(5. Soaol)^' J: C^DMP 10«^ Ofi^«I ^SOr T' 
30^«»Uyto 3}C7K50gJrfiB;tft»x^ 

0. 4 -(2- ODX h + i/) - 2 - ^^I'-l^ 
2— :^ t Ka 7 7 V - 1 -5*- > 0.91g^fi«^«f 

%mm\ tmvko:f5^x. 4-(2-j'Doxh 

- 1 - 0.8g(3.4aBOl) *j 4 -(4-7;u 
:J-D^>7>r ^l) tf'^'Ji^V 0. 82g(2. 9nmol) ^ 

i: 0.78g?*fc (lR2e57«) o 
300g.J^l!lD>l»ffc;'^^>t?2Iii»ail^^-o 

2 - (2- tKo + i^x^^^) - 4- ;^h4^i^-l' 
2- t K o 7 ^ 5 > - 1 - ^ > 4. 82g^f#/wo 

2-(2-tKD^->x^;U) - A- ^V^'y 
i. 2- S^tK 075^7 5^ 4.82g(2l.8 
BBoI) s afllf'i'x^ 5. llg(43BBol)*J J:Cf xf- 
A/X-T^n. 100»^©ii^«*Sfi"C 1.5^B«^ 

«;«br. 2 -(2- 5^ ooxf^;u) - 4 - 
y h4^>-K 2- 9 V 'Jy - 1 - =*■> 

4.21g*l»feo 
UttiW I 2-(2- 5^DOX^ 

n.) - 4- -^h + >-l. 2->^tKD7^^i^> 
- 1 - > 0. 57g(2.4oiBoO J: C/ 4 -(4- 7;U 
;ra 7 xx;Uf^;r) fcf^Ui^^ 0. 5 g (2. 4iiDiol) 

i: LT0.23g»fc (45ls?523%) o 
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'H-NUR I'^nti^ (CDCIiStt. PPra) 
l. 48-2.33(4H.o). 2. 73-3. 10(7H. a). 3.96(3H. 
s)» 4.26(2. t.J=7Hz). 6. 97(2H. t. J=9H2), 7.41 
(2H.dd.J-5. SHz). 7. 66-8. 01(3H. o>. 8.38(1H. 
dd.J^S. 6Hz) 

2 -(2-(4~(4- 7/U:t-o^>"/-<^l') - I- 
tr^ ^ J ) xf-;U) - 4- /h^iy-U 2- 
•J \z V a y $r "7 'J y - \ - :t (ffc-^^ 
402) 

mmmi trnw^oytm-c. 2-(2-^oox^ 

- I -:t> 0. 4fi:(1.7omol) ^XCf 4 -(4-7/W 

:rD'<>y>r;u) tr^ »J >*<k7K3^»S o. 48g 

(1.7mDiol) ^Sto^-li:^ C tc J:oT, BWtt^ 
«lia:t--r ^I'i: l/TO. 2g»/:: (iRi^24?<) o 
■H-NHR X^n* (CDClsSMt, ppn) 
1.70-2- 42(6H.o). 2. 88(2H. t, J=8H2), 3.05- 
3.31(3H,B). 3.98(3H.s>, 4..30(2H. t, J*8H2). 
7. 12(2H. t, J«9fl2). 7. 70-8. 04(5H. m). 8. 40(1H. 



dd. J=3. SHz) 
111% 0416 



(A) 



(B> 



(C) (D) 
^*2. 3 - er; t^>u?*;u.-tr>» (A) lOg 

*>&Tcn«c. x^y-;U20M^*»/5nU/c/ 
f-A.bK7y> 3.4g (74oDOl)<D»jB[^jBfTLyi:o 

u/i, «ftittL/c«ffi*ai«r4i:, ffc^tt (B) 

5. 19g )^f«^n/c (iK^449d) . 



fb^!g5 (B) 3.00g (l6.9naol). 2-ya^-> 
1 - ^ a DX^ > 12g (85iamol) lilt £tt iS? O 
A 2. Ig (34DiiDOl)*DIIE 30jrfCtBI;l. 60*0^2^ 

«-a5 u/ttefi^aunr* c J: offc-^tt <c) 

0.97g ^-fffe CIR*24?tf) • 

ffc^tt (C) 0.80g (3.34mfflOl>. 4 ~ (4'- 7 ;W 
;!-o'C>''/-r /U) -fcf^'ji^V 0.96g (3.34o«DOl) 
etmiJ U 0.46g (3.34oirool) at; 3 't^ffc^ U 
0.2« (l.2mmol)^DHF 10a^(CilO;L. 80rT 
6 R^IBSto^ft^/co TK^tlP^Tftax 

60. ^ o o;J;n.A/x^ y --rt. = 20/l) "ClSUIb 
Tfk^«! (D) 0.45g (tt*33») o 

NMR(CDCI.)d : 1.7-2.1 (4H). 2.1-2.5 (4H). 



1.9-2.4 (3H), 3.77+3. 82 (S+S. 3H). 4. 12(q, 
2H. J«5. 8Hz). 7. 15(t, 2H, J=9H2). 7.72(dd. 

IH, 'J,=9.4H2 J»=4.7H2) . 7.9-8.1 (2H). 8.33 
+8.73(dd+dd, IH, J,=8.6HZ J,=1.8H2) , 9.0- 

9.2 (IH) 



COOH 



COOH 




Me 



(E) 



(F) 



He 



(C) (H) 

3. 4- 2;>i;*n.#>tt (E) 5.oog(29.9 

mnol) . ;ff-A^tK7 2^> 1.38g (29.9amol) » 
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(/DCC 12. 3g (60BBOl)^*?#TtCTHF bOmSizm^ 
<t^«& (F) 3. I7g ^If fcp 

littfiii6^l^»©:»l^Tn:^« (F) *^€>ft 

(G) ^--^flcL (lR*I59tf) . i^^iZit^^ 
(H) (iR2p569^) o 

NIIR(CDCl,>ff : 1.7-2.1 <6H). 2.1-2.6 (2H). 
2.9-3.3 (3H). 3.76 (S, 3H). 4.4-4.6 (2H), 
7.0-7.4 (2H). 7.6-8.3 (3H)> 9.0 (d. IH. J= 
5.4Hz). 9.68 (IH) 
Mj^. : U5-130-C 



?JIS1 ¥4-54181 iZi) 

h zi i/T 55fflg 

I^A-t 3508 

»J t*^/U f o U K XlOX^k^S^Ht) Sag 

* ;K 4^ •> > il/ -tr ;U o - • ij lOog 

7.xT'J>Svr**>'t?i- 4Bg 

log 



^ ^ i20ng 
iR»^- J;Cffee«a-b;Uo-X^80> -y 

18/ 7 > i ©-5- ^ ^^€-3^0 COii-^J-LT 
»i^L/^Kt4^50-60'C'Cf£fiiL. WKlSy y •> 

<0 .i. -5 V M r 3^ It r 45 1 ^ T * il/ --K i/ f- /Hr 7 U a 



^Iffi0919 

lOOag 

h't;*o3>x>"/> SOng 
iferfS-fe/t/O 42Bg 

6»ftf*^>rBI 7Bg 

XrT U >»vr*i^'>/* l«g 

»- 200ig 

^^^o f9^nfzt^3f£€:£Eld^^l.. fij| 2 00i8g 
« tt « 5 0 Bg ^ W -r -5 * -tr 4. »l 1 4 JH T © J: 

h-^^oni/T^vy^ 40og 



Sflig 
Sog 



tf lOOng 

±i£fiK^^S-lf ^-ti:. soy i/^^5t>«-iiU. 
^i^CS^f^o If 6n/t»5ft^ I OOng-To^r 

-7 > ^ h - ;i/ 50og 
Hie 1^22 

» It fic 2 0 Bg ^ ^ W -r ^ T > :/ A 9 « «1 « 
JsiT© J: 9 *c LT«a$ nSo 
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^ 9f 2ai 

mmm23 

PT'So -yjcr^) i: > r y i> Jl^ J^ - Jl 2 
y r ^ tj ;W«T > Loo 



EPS. in vitro ttftJcS^^^^T. fit -to hx> 

in vivo K«C»t^T{4. ^-^J^^fflt^. fit-t 
;!y<. t>-rn<D«filfe in vitro K*(D^atJ:< 



»ra ¥4-54181 (23) 

mmm24 

'•K y T ^ y iPKt- h y A I oos5, r y y > 

1 OOeS. * I h y x4?+i/y o t/uw' V i/ 

T ? u - h a 2 x^ y I ooSB. £y^f- 

iJccc® //Ptt^u-a >:^^«?!fi:;t^ y xf- u v 

Ltzo zc[>m^iz^ti\^Wimnsih^9 CI yx 
f->a-< v:/o e;ut:/D >r y 3-^) o 

**(it^20fift«T'*-9fco €©a25'Cr24^ra 
^¥t^{t^^ (I) a in vitro Rtf in vivo 

izt^if^mm^wtiz^^^ «n/wtt;-feD hx>f^ 



C'H] ^s^y-t y >te^^tt 

^»9iiz«mLfzo m^yiim\t&iT(o:sm{zxo 

1 OOm ^OSdlXM^ 1 nHcD ['H] 

-tr y sooiih y X • »aaatt(pH7.6)««r 
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7-f/U^-^5/>f-l' — •>3 yA^f-iU (ACS II * 

IC ^ 

»^ TTi 



?5nn ¥4-54181 <24) 

^tio ^^^^^<Omi&&mm±20^/m2. 100 
SOflHh 'J X • Sa«»fll(pH7.6><l'Cfct^T 
»«:*r7X«lt7 ^Li^- (7-7 >CF/B) ^ 

37^;^^«;g.^>f-U-i/3 yij^T-H (ACS E , 

'&«i//ii«)(+):/4^^ 5*-iuffa£Traffl^ 



IX^^ 

['H] >^ tf'^D >iBia[(nM) 

I + 

0. 28 

»tt«f3 (^»)«f9f^«) 

trt-tro h->fl£ffi (JWTfii5-HT) :fo <i: 

fit K-^<^ >f^m mriKDA) ^pj.T(oiimT 

«ft3^ai»l/10g irifX-S J:7Ca 5 9tfir4.;|f4^ 
•> ^ it. -t ;U o - X (C M C a*TBfl3 

(D ><D^ y K h y f-(hea<l twitch) 

^(head twitch) (Z>@fit^M£L^o I^Xtl^S^ 



r^m (fitDAfiEffl) 

aK3l»l®«[l&i^»430^aT.i?^';U7 -f > 
(3«g/kg) €rKT!ft^L. ct>20^ Qfe^ v ^t; ;^ 
CD;^5>r ^ > r(clinibing)ff »I^IB!€:i83^ LfCo 

^^ititMJcitr 'S^i^j^ (96) r-^ufco 

Si(6^0i|4 (I^Ef^ffi) 

20-25a^Oti1£S HR (g^%£i9iliLE7 7 
h) ^ 1 P3eci[a{J:|||ffli^y:^^ ^H^SI^'&ffiLI^I^ 
fS4L. 30^. SO^'^iZtkK^^f^Jk^i^m^b 

(^»r«« liK-lOOOM) «:ffll>> 5 7 h^36"C© 

»SIM5 (S.1$«1£) 
ddy ^^titivOX («cS25-'30g) I P 3 - 
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6 E^ffl L/^o St«ll^€rm^f*5<2^L. IBf* 



151 ¥4-54181 (25) 



100 

102 

104 

106 

200 

202 

204 

206 

208 

210 

212 

300 

302 

304 

306 

308 



Ki(nU) 



Ki(nM) 



> 1000 
11.5 

107 

117 
1900 
0.96 

157 
46. 6 
8. 57 
8. 30 
1.60 
2. 94 
4. 38 
2. 82 
7. 99 

16.3 



> 1000 

369 
588 

> 1000 
2400 

33.7 
>1000 
2400 
158 
99 
208 
151 
293 
126 
352 
3220 





K)(nM) 


Ki(nU) 


309 


10. 8 


1850 


310 


24.8 


4030 


312 


248 


4030 


400 


37.2 


338 


402 


10.3 


1160 


404 


51.5 


2040 


406 


56.3 


732 


408 


89.1 


849 



9i 5 »-® 









100 


-2 


39 


102 


48 


41 


104 


66 


32 


106 


30 


34 


200 


0 


27 


202 


94 


63 


204 


57 


61 


206 


81 


41 


208 


31 


-51 


210 


74 


-6 


212 


100 


54 


300 


100 


42 


302 


100 


9 


304 


100 


47 


306 


80 


39 


308 


61 


33 
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9 5 «-® 








309 


89 


40 


310 


54 


13 


312 


33 


36 




07 


56 


402 


35 


2 


404 


49 


25 


406 


57 


-5 


408 


49 


24 



9r 6 S 





(B8/kg) 




•30^ 


60^ 






- 4 ± 3 


+ 5 ±10 


300 


10 


-74± 5 


-59±12 




30 


-65±3l 


-57±23 




10 


-3l± 14 


-21±I2 




30 


-73+18 


-53±19 



14 « li 



(5Fi^tt±S.E.. n = 3 - 6) 



iL< a lad w ^ 


LDs« (ng/kg) 


100 


>550 


102 


>550 


104 


300 — 550 


106 


>550 


200 


>550 


202 


300—550 


204 


300—550 


206 


300-550 


208 


300 — 550 


210 


>550 


212 


300—550 


300 


300—550 


302 


300—550 


304 


>550 


306 


>550 


308 


300-550 


309 


300—550 


310 


>5S0 


312 


300-550 


400 


300-550 


404 


300-550 


406 


300-550 


408 


300-550 



m 1 

®int.a.* 

A 6t K 31/435 



31/46 
31/50 
31/505 
C 07 D 401/08 
451/02 
471/04 

471/08 
487/04 
513/04 
519/00 

^ m m 

m ^ *s 
m ^ 51 



AAE 
AAH 
AAK 
ABF 
ABQ 
ABS 
ABU 
ACA 
ACD 
AC J 
AED 
AAN 
AEN 



1 1 7 
1 1 9 

1 4 0 
3 5 5 
3 0 1 



N 



9 ^ 



7252-4 C 



7252-4 C 
7252-4 C 
7252-4C 
8213-4 C 
8829-4C 
8829-4 C 
8829-4 C 
8829-4C 
7019-4 C 
841 5-4 C 
8415-4 C 

=f niiaaimmaj^ 3 t s 1 1 # e % 

^^mSSHm^m 1 Tgl03#Hfe 

«>jS5jiimfii^mp^^awi54i#i& 
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